a 4- m & n jf 

JAPAN PATENT OFFICE 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office 

m m ^ n 0 

Date of Application: 2 0 0 1$ 3 % 50 

m is m 

Application Number: ^ m 2001-060382 

[ ST.10/C ]: [jp 2001-060382] 

m m A 

Applicants): AtC £?§ 




ffilES^ ffi|E#2 0 0 3 - 3 0 5 2 0 9 8 



#2001-060382 



J06625 

[SimH] ¥^13^ 3^ 5 0 

[&T5fc] #ff^t® 

[Hfttfft&S] C09K 9/00 

[Mxiig^f] mmmmmwtf&&%.n>4TB2 4&i&2 5-7 o 

[»J##] 591001514 

[ft*xw:*fM Atr JEm 

[»80#-&] 100086911 

[ft£XfcMtfiM iff 

[^*ft£«##] 004787 

21.000R 

[*#*] mmm 1 

[«#*] s»» 1 



1 



ffifE4f 2003-3052098 



#200 1-0^03 82 

mn&] mmm 
[ft 1 ] 



1 2 

'A 



: 2 .» [I] 

B 



(-«5* CI] KfcV^ AttTfBS^«[i]X«[ii] fc^fcU B liTfEi 
S[iii]Xii[iv] Zmioir. ) 
[ft 2 ] 



■[iil 



R 5 

>rt 4 x 7 i s " [ivi 

(SSia [i] [ii] IC^T, R 1 IZT * U R 2 &-Q 



ffi$E# 2003-3052098 



#2001—060382 



Ciii] M Civ] R 4 i$7 )lzHri/mZMt)L. R 5 &~ 

Q — A r (Ql«#*g-&Xtttt*©2«©3fi&*U Artttt3*Sft"0*T%«i: 
VN^#^^7K^Xtt^«^^5:*t-= ) SriHU R 6 te*iiM^> 7/1/ 

*/i/3£, r;m^s/«, 7\ny>M^ yvitr i/7 smxitnmz 

[IP^fNffl&I&BJf] 
[0 0 0 1] 

[i§0£<z>«^£&fls#£F] 

[0 0 0 2] 
[0 0 0 3] 

[0 0 0 4] 

yfc*%»G>tt&*n?&y, #i?3 - 2 6 1 7 8 2fMiCH aTtC^f J: ? 
[0 0 0 5] 



m$E#2 003-3052098 



#2001—060382 



[ft 3] 




[0 0 0 6] 



Effete, li^M^iWtfi o- 3 UT<Dfc&®*mi. &&1r2>z. 

[0 0 0 7] 

[hshj§ i> & o n -t z> mm] 
L^o&#>b, mmm^umtf i o~ 3 sat £.^o& ■sic mmM^m^m 

[0 0 0 8] 

{c/Jn $ v^ n r u - Mf y?k y * h * n ^ v v ttm s r t £ @ M 

[0 0 0 9] 
[0 0 10] 



3 



2003-3052098 



#2001—060382 



[ft 4] 



1 L 

'A 



2 »-[I] 

B 



K[iil]Xtt[iv] ) 
[0 0 1 1] 

[ft 5] 

R 3 

R 5 

-[ill-] [ivi 



( 



[0 0 12] 

a 5 



ffiHE#2 003-3052098 



#2 001 — 060382 



ftTVNT%<t^T 'J-;i/*£:3tU Z O - X&~ S - *%kfr-*o ) 
[0 0 13] 

[0014] 
£ 3 3 i: # RTIg T* & £ „ 

[0015] 
[|§^(Z)||Sg(Z)M] 

[0 0 16] 

*»7*h^Dv^TOi fusa-fl^ en ^stis^^nru 

[0017] 

ftflB-JK* CI] ©S^» Ci] ~ C 1 ^ C*v%T, R 1 MR 4 

o 

[0 0 18] 

R 2 &tf R 5 «#^3fi3i(C-Q-A r (Q MgN^X&ftS© 2 tj<Z)»£gt 

zm^o i?7'J -;i/xf>i5lfflfiAfa7'J -;v«^^fi^»R 2 ^t>*R 

- (-ch = ch-) n - wv^ruy*) (n=l~ 



miiE^p2 003-3052098 



#2001—060382 



5) , *V*»- (— C = C — ) n ~ (3KUT-fe^U>S) (n= 1-5) T'&U 
*^;i/»> x^/bS. ^;i/*> ^S/^Sfc^©. JfcJMR 1 ~ 1 0 

^DxfjbS, 2, 2-i?7Mnxf^/S, /*-7/i/:*-n-n-'S'*5//l/3£ 
[0 0 19] 

^s*at##*i^fc«>. Arm ^ [i] "e*s*iss?ru--n/X7 t >*3fi 

[0 0 2 0] 
[0 0 2 1] 



ffi$E#2 003-3052098 



#2 001-060382 

Ut6] 



o -o -® 




[0 0 2 2] 



7 



2 0 0 3 - 



#2 001—060382 

[ft 7] 

^0 ^© ^3 

H 




[0 0 2 4] 



8 ffi!I#2 0 0 3 - 



#2001-060382 



[its] 




[0 0 2 5] 



9 ffi$E# 2003-3052098 



« * 

#2001—060382 

[0 0 2 6] 

R 3 &tfR 6 te#*$£t&c, M^^tK^M^-; 

n*?-)im, ^^7Mnif;H, 2-7WnifjH, 2, 2-5/^;i/ 
tnifji/S, A°-^;i/^-n- n-/\^ri/;i/». 2- (A-7;i/^-D^;i/) x 

o 

[0 0 2 7] 
[0 0 2 8] 



2003-3052098 



4#2 001-060382 



Ut 9] 




[0 0 2 9 ] 
[0 0 3 0] 

[§HS&« 

[0 0 3 1 ] 

: [2-* h^pi/-5-7xn;i/-3-fi-;H /<;i/7Mni/? 

(1-1) 3,5-^^0^-2-^ b^>>ft7x>©M 



1 1 



ffi$E#2 003-3052098 



#2001—060382 



Ut i o ] 



MeCT S 



NBS / CCI, 



[0 0 3 2] 

E9^-fb^40 mUC2-* h 3f 7 i > 16 g (145 mmol) £#tJX., ^OK^T 

T'^b^^^N-^D^^^^^-f ^ K51 g (290 mmol) tmmtfcmZSO ml£ 

nr^iitu (Rf =0 - 65 ) - z.<*>m<**m&m ] g o>.p =90 

•C, 8 mmHg) T«lT9KittS3,5-^^n€-2-^ h^P^f t7i>5:#fe 
„ 4X*»24.6 g, lR^&62.3 %T*&o£„ 

X H NMR (200 MHz, CDClg , TMS) : 8 3.93 (s, 3H) , 6.75 (s, 1H) , 

MSm/z = 270, 272, 274 (M + ) 
[0 0 3 3] 

(1-2) 3-ya=e-2-* hafWi-^ft?!^®^ 



Ut 1 1 1 



Br 



n-BuLi / Tri-n-butyl borate 
/ ether 

reaction at -60 °C 



Pd(PPb3)4/Na 2 C03aq 
/ THF 



refluxed at 70 *C 




[0 0 3 4] 

3,5-^^0=6-2-^ h^^^>T^x>24 g (90 mmol) {CT ;i/ rf>#H^CT"eM 
7RTHF250 mlZMZ.. >f T-f *-* * -/I/T-60 °C&T *L b fc. *<D^ 15 

1 2 ffiE# 2003-3052098 



#2001—060382 



% n -^r^;i\)^-ty j^ys^-^-y^^e ml (95 mmol) &V$> o < »J ?iT b t~ 0 1 
fK#tfL -60 t^Tt'^^i h Un-^>;i/32 ml (12 mmol) < U ?jgT l/T 

2^«ffbfco ^Clb, 20 wt % Na 2 C0 3 90 ml, 3-F^>if>6.4 g 

(90 mmol), Pd (PhgP) 4 4.4 g (0.36 mmol) fcfllJx., 70 °C T' 5 B^ii^ b 

Ml, 4|ft@ft03-^D h ^"5-7 1 ' jl/f ^ 7 x > & #fc (R f = 

0.35) o !R*tt4.90 g, 1KW59.1 re&ofc, 

h NMR (400 MHz, CDClg.TMS) : 8 4.00 (s, 3H) , 6.98 (s, 1H) , 7.2-7.5 (m 

, 5H), 
MSm/z = 268, 270 (M + ) 

Anal. Calcd for C n H g Br0S : C=49.09, H=3.37 

Found : C=49.20, H=3.38 

[0 0 3 5] 

(1-3) 1,2-tf* [2-^ b^ri/-5-7i-^-3-f X-;V] fl/*Ui/9 

Ut i 2 ] 




[0 0 3 6] 

3 _y D ^_2-^ |>:3f £/-5-:7x— ;i/^^-^ni>'14 g (52 mmol) icy;!/ df>#ffl^ 

t^MtKthf 140 ■l&flna., K^y-r *-*#y-;vmT*-60 °c^Tic#£Pb 

fe 0 rtllC15 %n-^U;i/U^9A^*-9->iS?llt36 ml (57 mmol) S Vp o < U »T 
U H*IH«#Pbfc. &*THF 10 «HC/<^7;i/*n2/^D^>^>3.5 m 



ffifElf 2003-3052098 



#2001—060382 



1 (26 mmoOSJn^., -60°CJ^TT^^ {CfigT b 2 B#P»# b fc„ *#y-;i/£#tl 

^.^x^^ufc^, lN^T-gfe^b, x-^^"e»ffibfe 0 ^$Ui£?K-e^ 

it, ft^44jl £Mib£(R f = 0.56) o Jfc*tt7.23 g, lR^tt50.3 %T'feofe 

□ 

*H NMR (400 MHz, CDClg.TMS) : 8 3.71 (s, 3H) , 7.15 (s, 1H) ,7.2-7.5 (m 
, 5H), 
MSm/z = 522 (M + ) 

Anal. Calcd for C 2? H 18 F 6 0 2 S 2 : C=58.69, H=3.28 

Found : C=58.87, H=3.29 
h NMR (200 MHz, CDC 1 3 , TMS) : 8 4.08 (s, 5H) , 7.18( s, 1H) , 7.2-7.5 ( 
m, 5H) , 

MSm/z = 382 (M + ) 
[0 0 3 7] 

mmmi 

bfem> ^li*<*-feL/, Wi^tt6 2 5 nmCli!)f)llfc (s = l. 5X 

io 4 M _1 cm _1 ) „ rcDW^ji, orm^^^MbT^^^m^tt^*^ 
*i&^o£ 0 m&ik (mmm (D^mm^umit, o. 4 4h^#)e>*i£,, 

[0 0 3 8] 

(D ^tfl £i£$^f4£Lfc 1, 2-^ (2-^f^-5-7ii;i/-3 

&o<y, wg3 0 9 nm 1 <DT&mw<Dmum*m&) xnykytm 

5:0. 2~0. 3 ©P^T*M#HCiC^-5^.^c 

(D MtttKf^©«lM-e©tlXS^i^ Ut&mi 6 2 5 nm, ffc^ 
t/2 5 7 5 nm) X (DVk%m.mt*%k&^t~° J y^y?X*it&m 1 , 2 



ffi$E# 2003-3052098 



#2001-060382 

tf>*^I&§P= 0 . 5 9) 4k&mi<DfflMRfoA*&^0- 4 4 
[0 0 3 9] 

© -ffc^l <D'\*V>t&m*'=>< V* XM-K 9 2 nm) ABM UT«T 

JKS^f S 6 2 5 n mfflft)tl I: 0 . 5g,K&CL£ 0 >> > 9 > ^T* 
6 2 Bnm^lfbtWmi^O. 0 1 gMfttS B*IW£ t KHJUt & 

e>tCLT4 9 2 nm©^&ilfbt4 9 2 nmtOiWfifei^ 0. 5 frk 
(D )ti!t?:ffl^t 6 2 5 nmi:4 9 2 nmt'(D^I5:ISbfe 0 

® twuiog (io A -i) (Aaftftft) ft^nvMWl 
ffifiSJS (W»RJ*) (DJR^li<2x l 0 _5 h^5b^tifc o 3rt3ftK3*j!IHI 

[0 0 4 0] 



1 5 



ffifiE# 2003-3052098 



#2001—060382 



[«b«] mmm 
[mm) 



[ftl3] 




1 



ffi|E#2 003-3052098 



[»T3fc3 

[^c&feAttSA] 
[»J9Q#*] 



#2 001—060382 

£MA£^»m 

#1^2001- 60382 

001/002 
396020800 

100086911 

mm- m 

004787 

4.200P3 

m 



i 



m$E# 2003-3052098 



#2001—060382 



[iktfcAftJSA] 



1 ffil£# 2003-3052098 



mm 2001-060382 
50200320023 

ffl*A£*SES&M 

fif II 6 9 9 6 

14^ 4 J! 1 6 B 



W14^ 3H 70 
396020800 

it^»;[|PrP*BT4 TB 1 # 8 # 
*fl»A 

100086911 

^HJ«flSK*f«2TB 5#1 0# B#t?;i/9 



#2001—060382 



ffi m a m m fit 



(5 9 1 0 0 1 5 1 4) 



1. 3ES£$U?H 1998#4^6H 

ft ffi IM*IOTWlI4TB2 4t 2 5 - 7 0 6# 



1 



ttiSEfl 2003-30 5 2098 



#2 001 — 060382 



ft m a m m m 



»J## [396020800] 
1. m.M*ZRH 1 9 9 8^ 2B2 4B 

£ m if^K;[[Prt?*BT4 TS 1#8# 



2 



m$E#2 003-3052098 



